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U— V 
R? — X' V R? 



AB The title compds . N- (pyrrol -3 -ylcarbonyl) piperazine and N- ( imidazol-4 - 

ylcarbonyl) piperazine, and N- (pyrazol-3- ylcarbonyl) piperazine, and N-(2- 
pyridylcarbonyDpiperazines represented by the formula [I; ring A = 5- or 6- 
membered arom. heterocycle optionally having substituent (s) ; U, V, W = each 
independently C or N, provided that when any one of U, V and W is N, then the 
others should be C; Ra, Rb = independently cyclic group, Cl-10 alkyl, C2-10 
alkenyl, or C2-10alkynyl each optionally having substituent (s) ; X = a bond, 
or a spacer having 1 to 6 atoms in the main chain; Y = a spacer having 1 to 6 
atoms in the main chain; Rc = hydrocarbon group optionally contg. 
heteroatom(s) as the constituting atom(s) , which optionally has 
substituent (s) ; m, n = independently 1 or 2 ; ring B optionally further has 
substituent (s) ] or salts thereof are prepd. These compds. have excellent 
renin inhibitory activity, and thus is useful as agents for the prophylaxis or 
treatment of hypertension or various organ damages attributable to 
hypertension. Thus, a soln. of 1- (3 -mo rpholinophenyl) -5 -phenyl -1H- imidazole - 
4-carboxylic acid 262, (3R) -1, 3 -dibenzylpiperazine 200, WSC.HC1 173, and HOBt 
122 mg, 5 mL DMF was stirred at room temp, for 15 h, followed by 
hydrogenolysis over 20% Pd(OH)2 on carbon in methanol and treatment with HC1 
in Et20/EtOAc to give 4 - [3 - [4 - [ ( (2R) -2 -benzylpiperazin- 1-yl) carbonyl] -5- 
phenyl-lH-imidazol- 1-yl] phenyl] mo rpholine dihydrochloride (II). II inhibited 
human renin (prepn. given) by 103 and 104% at 1 and 10 .mu.M, resp. A tablet 
formulation contg. (2R) -1- [ (1, 2-Diphenyl-lH-pyrrol-3 -yl) carbonyl] -2- (2- 
phenylethyl) piperazine hydrochloride was prepd. 

IT 947271-58-1P, 1- [2- (Benzyloxy) phenyl] - 5 -phenyl -1H-1 , 2 , 3 -triazole-4 - 
carboxylic acid 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; prepn. of cyclic amine compds. as renin inhibitors for 
prophylaxis or treatment of hypertension) 
RN 947271-58-1 CAPLUS 

CN 1H-1, 2, 3-Triazole-4-carboxylic acid, 5-phenyl-l- [2- (phenylmethoxy) phenyl] - 
(CA INDEX NAME) 
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R2 
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Rl I R3 
1 aV 

\ . / 




II 



AB Title compds. I [wherein A = 5-membered cycle; Rl = (un) substituted 

(hetero)aryl; R2 (adjacent to Rl) = absence, H, carboxamide, (un) substituted 
(hetero)aryl, carbocycle or heterocycle; R3 (adjacent to R2) = absence, H, 
(un) substituted cycloalky (en) yl , alk (en/yn) yl , carboxyl, carboxamide or ester; 
with some limitations, or salts, N-oxides, hydrates or solvates thereof] were 



prepd. as heat shock protein. 90 (HSP90) inhibitors. Thus, 5-chloro-2 , 4- 
dimethoxyphenylamine was treated with NaN02 in the presence of H2S04 followed 
by the addn. of NaN3 . The resultant azide underwent cyclization with 3- (4- 
f luorophenyl) -3- oxopropionic acid Me ester gave intermediate II (X = OMe, R= 
OH) . Demethylation of this compd. with 48% HBr followed by esterif ication with 
EtOH yielded triazolecarboxylate II (X = OH, R = OEt) , which showed IC50 <10 
.mu.M for binding to HSP90 in a fluorescence polarization assay. Therefore, I 
and their compns . are useful for immunosuppression or the treatment of 
cancers, viral disease, inflammatory diseases and so on. 
IT 820232-70-0P, 1- (2 , 4-Dihydroxyphenyl) -5- (4 -f luorophenyl) -1H- 
[1, 2 , 3] triazole-4-carboxylic acid 

RL: PAC (Pharmacological activity) ; RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(inhibitor; prepn. of triazolecarboxylates as heat shock protein 90 . 
(HSP90) inhibitors) 
RN 820232-70-0 CAPLUS 

CN 1H-1, 2, 3-Triazole-4-carboxylic acid, 1- (2, 4-dihydroxyphenyl) -5- (4- 
f luorophenyl) - (CA INDEX NAME) 




IT 820232-73-3P, 1- (2 , 4 -Dihydroxyphenyl) -5- (4 -f luorophenyl) -1H- 
[1, 2, 3] triazole-4-carboxylic acid ethyl, ester 820232-7 4-4 P, 
1- ( 5 -Chloro- 2, 4-dihydroxyphenyl) -5- (4 -f luorophenyl ) -1H- [1,2,3] triazole-4- 
carboxylic acid ethyl ester 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(inhibitor; prepn. of triazolecarboxylates as heat shock protein 90 
(HSP90) inhibitors) 
RN 820232-73-3 CAPLUS 

CN 1H-1, 2, 3-Triazole-4-carboxylic acid, 1- (2 , 4 -dihydroxyphenyl) -5- (4- 
f luorophenyl) -, ethyl ester . (CA INDEX NAME) 




RN 820232-74-4 CAPLUS 

CN 1H-1, 2 , 3-Triazole-4-carboxylic acid, 1- ( 5 -chloro-2 , 4 -dihydroxyphenyl ) -5- (4 
f luoropheriyl) - , ethyl ester (CA INDEX NAME) 




IT 820232-72-2P, 1- ( 5 -Chloro-2 , 4 -dime thoxyphenyl) -5- (4 -f luorophenyl) - 
1H- [1, 2 , 3] triazole-4-carboxylic acid r 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. of triazolecarboxylates as heat shock protein 90 (HSP90) 
inhibitors) 
RN 820232-72-2 CAPLUS 

CN lH-l,2,3-Triazole-4-carboxylic acid, 1- (5 -chloro-2 , 4 -dime thoxyphenyl) -5- (4 
f luorophenyl)'- (CA INDEX NAME) 




IT 820232-75-5P, 1- ( 5 -Chloro-2 -hydroxy -4 -me thoxyphenyl ) -5- (4- 

f luorophenyl) -1H- [1, 2, 3] triazole-4 -carboxylic acid ethyl ester 
RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(prepn. of triazolecarboxylates as heat shock protein 90 (HSP90) 
inhibitors) 
RN 820232-75-5 CAPLUS 

CN lH-l,2,3-Triazole-4-carboxylic acid, 1- (5 -chloro-2 -hydroxy- 4 - 

methoxyphenyl,) -5- (4- f luorophenyl) -, ethyl ester (CA INDEX NAME) 



EtO— 
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399359 

1, 5-Diarylsubstituted 1 , 2 , 3 - triazoles as potassium 
channel activators. VI 

Biagi, Giuliana; Calderone, Vincenzo; Giorgi, Irene; 
Livi, Oreste; Martinotti, Enrica; Martelli, Alma; 
Nardi , Antonio 

Dipartimento di Scienze Farmaceutiche, Pisa, 56126, 
Italy 

Farmaco (2004), 59(5),. 397-404 
CODEN: FRMCE8; ISSN: 0014- 82 7X 
Editions Scientif iques et Medicales Elsevier 
Journal 
English 

CASREACT 140:399359 

As part of our program toward designing potassium channel openers, synthesis 
of a novel series of 1,5-di-Ph substituted 1 , 2 , 3 -triazoles , as potential 
activators of the large -conductance calcium-activated potassium channels (BK) , 
as well as their vasorelaxant activity are presented. The functional effect 
of these potential structurally novel BK-openers on vascular contractile 
function were studied in vitro, using isolated rat aortic rings pre-contracted 
with KC1 20 mM. Among the target compds . , only 16 showed appreciable 
effectiveness, exhibiting an efficacy parameter (57%) lower than that of 
NS1619 and a comparable potency index (pIC50 : 5.58). 
690638-34-7.P 690638-38-1P 690638-39-2P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(synthesis and vasorelaxant activity of 1, 5-diarylsubstituted 

1, 2 , 3-triazoles as potassium channel activators) 
690638-34-7 CAPLUS 

1H-1, 2, 3-Triazole-4-carboxylic acid, 1- (5-chloro-2-methoxyphenyl) -5- (4- 
nitrophenyl) - (CA INDEX NAME) 



CI 




RN 690638-38-1 CAPLUS 

CN 1H-1, 2, 3-Triazole-4-carboxylic acid, 1- (2-methoxy-5-nitrophenyl) -5-phenyl 
, ethyl ester (CA INDEX NAME) 




RN 690638-39-2 CAPLUS 

CN lH-l,2,3-Triazole-4-carboxylic acid, 1- (2-methoxy-5-nitrophenyl) -5-phenyl 
(CA INDEX NAME) 




IT 690638-37-0P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(synthesis and vasorelaxant activity of 1, 5-diarylsubstituted 
1, 2 , 3-triazoles as potassium channel activators) 
RN 690638-37-0 CAPLUS 

CN 1H-1, 2, 3-Triazole-4-carboxylic acid, l-'(5-chloro-2-methoxyphenyl) -5- (4- 
nitrophenyl) -, ethyl ester (CA INDEX NAME) 
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1,3-Dipolar cycloaddition of o-substituted phenyl 
azides to l-aryl-3-phenylprop-2-yn-l-ones and methyl 
3-arylprop-2-ynoates 

Kandeel,. K. A.; Youssef, A. S. A.; Fouli, F. A. 

Fac. Sci., Ain Shams Univ., Cairo, Egypt 

Afinidad (1993), 50(447), 316-18 

CODEN: AFINAE; ISSN: 0001-9704 

Journal 

English 




i 

AB Diplar cycloaddn. of 2 -methoxyphenyl azide and 2-chlorophenyl azide with 1- 
(aryl) -3 -phenyl -2 -propyn-1- ones gave 1- (aryl) -4- (aroyl) -5-phenyl-l, 2,3- 
triazoles I (R-R2 = Ph, substituted phenyl) as the major products. On the 
other hand, 2-nitrophenyl azide failed to react with 1- (aryl) -3-phenyl-2- 
propyn - 1 - one s . 
IT 154531-28-9P 154581-29-0P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. of, from Ph azide and (aryl) propynone) 
RN 154581-28-9 CAPLUS 

CN 1H-1, 2, 3-Triazole-4-carboxylic acid, 1- (2 -methoxyphenyl ) -5-phenyl- , methyl 
ester (9CI) (CA INDEX NAME) 




RN 154581-29-0 CAPLUS 

CN lH-l,2,3-Triazole-4-carboxylic acid, 5- (4 -chlorophenyl) -1- (2- 
methoxyphenyl) -, methyl ester (9CI) (CA INDEX NAME) 
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